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<Y;l/) #;l/**~;v] ^7v'>-i-^p] -lH-lf7Vn [3, 4-d] tf 

y s v> ; 

1- (3-xRy^/^) -4- [4- [3- ( 1 ->f V7°n \£ i? 

-fu;*y J )V] kV7y> - 1 - 'f^] -lH-t?7yn [3, 
4-d] tf V ^ y y ; 

N- [ [h7V7-4- [ [4- [1- (3-^h^'>^>-^;v) -lH-fcfy 
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[#NRptt\fc?R2] S. Ikonen et al., Eur. J. Pharmacol. 347, 13-21, 1 
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[i] 



mSE# 2004-3013676 



<$m 2003-016770 



^-v: 11/ 



L< &i?&mT)l'*r)l'*)l^*:4 )um, 7kM&XWM2tlX^Xi> 

(i i i) ^mr)v^)VT^y^xf^mmmmmmm^m^m-hm^fL^ 
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^ /i»7;^;H, & L< (iytt7;^;v7^tt7;v3^y*;^f 

/^=e^;i^ tt7;V3^y®t7;V3^y*;i/^-^ tt7^3 + yfill 

^-esm $tL/:7^y«7^;i/i; 
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[0 0 15] 

^WOBW^fc-fr* [I] KJ3V>T. R 2^fiJfe$ttTV>r*> iv>Afn7'J 
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[0 0 17] 
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tf^^v-;!/^ r-tffc?-;^ 5>74ftf-/Hk 7-tf*v-;i^ 
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>r 5 ^ v y e 9 v ;v*> * * -9- v y r v y >r v r v y 

^ y # V y tf y 9 J v K n e y v tf 9 v - /u*, 
tfy ^ t h ^ t Kn tf y ^ v*-;v||, ey ^v-;i/&, ^ ?Vy v 

<< y Ky ^/ y -fy+yy 7"y l H--f ^ 

^t7v-^i, y^yj-^i, ^y^-9-y-;v^ 7^7-7- 
^SXIiT'r'; ^-;Ho$Di^it^fn7V -^1, y;v*. f-J. 

[0 0 19] 
[0 0 2 0] 

*»MOl6Mfc#« [I] OH> #*Lvvffrfr«ri:LTWU ^Jifl 1) Y 

^*Xti1g«T^3^V1ttlfe^'rnry-^l6-C**<b#^ X«2) Y3&*JMt 
Z#-CH 2 - R 2^®ar;Vn^i/ , 7i-;V3feT"*>*>ft^^tf'b 

[0 0 2 1] 

, R 1*« (1) TIB (i) - (i i i) ^f>l^£t«$ti^7x-;VS 
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( i i ) -t; i> L < wts>i&RT/i'*/U7 5 y{£i&7;v*;i^ ; Rtf 

(i i i) 1ii7;^;vi, '>^nfijRr;v*7^;v3fe, * s i> L < l*z?i&M 

#Ht5*lfe^ h m (f tt & *T-gm $ frfc -> * n ®» 7 >Mf t± 
( 3 ) T /U * $ *t 7t#M^TO^^#^X, 

[0 0 2 2] 

_hfS<7)d Lwffrfctofc tTii, Miff, Rl^ (1) TIB (i) 

- (i i i) ^hmi£^m-cm^titzy^-?um, 

( i ) -=6/ & L < li«7i^^7 ^ /ifei t>^M#Jiii!^m^^^ 

( i i ) -ty & L < fi^ii^T^^^T ^ y fi«r^^r/i/36 ; 
(i i i) v ^ nttr;^ / ^ ^SS^; i L ( li«7 J^^7 ^ ; 
ftl7J^^iii^Ilf|i-51tf l^/:7Ui, j&^te 
(2) U(i-ytt7;v^;v7<;fift7;^;HM , 5 & L< (£6^ 

R 2 **f£iRT A' 3 * 5/ 7 — 
[0 0 2 3] 

^•tf^^jfc LTti, WJttf, N— [2- [4- [ [4- [1- (3-^h^r 
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-lH-^vn [3, 4-d] try ^ v>-4-^r;v] tr^?^ 

1- (3-Jih^v^^v;W -4- [4- [4- (2-t:^Jy>-l-^V 
ib^v) ^>\T4^] v>- 1 ->f/U] -lH-lfyVn [3, 4-d 

] try 5 v> ; 

N— [4- [ [4- [1- (3-xf^y^>y» - 1 H-t c 7V*n [3, 4 
-d] H°y^v>-4 — f k^7y^-l-^V] #/UjJ?.=./i/| ^>y?;i/| 

v'^t-^ts > ; 

N- [4- [ [4- [1- (3-xh^>y» -lH-e7V*n [3, 4 
-d] f'J5y>-4-^;V] t^7y>-l — f >U] ^v;v] 

l- (3-^h^v^>v;v) -4- [4- [4- (tTny 
)v) ^>y-r;v] tf^^^^- i -lH-tr^vn [3, 4-d] try 
; 

N- [2- (>^^;VT^ y) -N- [4- [ [4- [1- (3-xb 

^>^>v;l/) -lH-e^Vn [3, 4-d] If y 5 V>- 4 -4 ;v] t?^9 

N- [2- (v^^UT 3- ./) — N— [4- [ [4- [1- (3-^h 

*v^v;k) -lH-tT^Vn [3, 4-d] \£ V 5 4 ->f ;v] tT^ 

yy-l-4 )V\ 7i^;v] *;w^|2-n^fyxf;K 

N- [4- [ [4- [1- (3-xh^fy/^^) -lH-t^Va [3, 4 

-d] try 5 yy-A-4)V\ e^^v>-i-^;v] 7i-;v] 

-N-'fVW-N', N'-y^f^x^y-i, 2-v ? T^>; 

1- (3-xh^>/<^i;;v) -4- [4- [ (1 -T/n tT;i/tT^y v>-4- 

-Ow) Vs- 1 -<-f -lH-tf7V*n [3, 4-d] tT 

y ; 

1- (3 -jch^v^yy;!/) -4- [4- [3- (l-/f y^n^^'JV 
>-4--f;V) 7^nyNV^;u] l ->f;v] -lH-t^Vc [3, 

4-d] try ; 
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N- [ [Y^y^-A- [ [4- [1- (3-xf^fy^>y» _ 1H _^ 9 
Vn [3, 4-d] fc'y ^ v>-4--f;w] k>7v>-l-^^] 

1- (3-if^rv^>y>) -4- [4- [ (h7>^-4-t°n'Jy>-l 
[3, 4-d] ey ^ ^> ; £ fzlt^tib'DMWMlzWrmLn&m.tf&lf hti& 

o 

[0 0 2 4] 
[0 0 2 5] 

mfiL%i£m / Em$:7Fi-ztfrb, sK^^^^mmmtLx^mx^^o tot 

[0 0 2 6] 

t tz, i mt&m [ i ] fi&#i4-e& mmt Lx^mm^ t 

[0 0 2 7] 
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[0 0 3 0] 

mm<D*t^ imizz^x mmt-rtux, s§#, ih 

^Dj»0. 0 0 0 1~lmg/kg, fcOfrttftO. 001-0. lmg/kg 

se. mamt-rtii^ ih^«9$jo. ooi~ioom g /k g , h 

frimo. Ol-lOmg/kggfttt^WJLv^o 
[0 0 3 1] 

#3&9! *Uf, — jK^C [ I ] -e^ $ tt & e ^ v*n tf i; $ v >f TIB 



[i-a] : 

[0 0 3 2] 
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Kb 9] 




[I-A] 



mSE#2 004-3013676 



#S 2003-016770 



[0 0 3 3] 
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[0 0 3 4] 
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[0 0 3 5] 

T'^^tt^^^Xfi-e^t. — [III] : 
R 1-Y-COOR3 [i J i] 

[0 0 3 6] 

v?*^^ h^aiy, ^^4£:^ l, 2-> ? ^nnji^> > 2-^^ 
tfnv>~>v^ l, 2— Y**s3-?yms%>\.fhtL%> 0 m^Mt LT\± , $1 

*J 9 s9 u^*i,)Vjj )V7£Vj ' K (DCC) > l-^cf-;i/-3- (3-v 
^W^T'n^) %frtf*J4 3 K-ttSttt (WSC - HC1), y'7x- 
m*'j;P7^K (DPPA) % *;wf-^vV^v*-;v (CD I) „ yx 
f^>7^*^*^-b (DEPC) > V<i VfuMfrfj $Y (DIP 
CI) % ^>yh'J7y-^-i-^^t+y^ V \£uv*J 
•9"7;v^-n^^7^- h (PyBOP) , *^f-jv^hV7V-;K N-v^ 

* K-N' -:/n \d)V0r* is* <f-)\si£ v .Xf- 1/ ^ (ps- 
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Carbodi imide) > N-x h ^v* 2 --x b^ri/- 1 , 2 

-^HKn^/ij> (EEDQ) . A^t7;^n'J>g|2- (7-T^f^>V 
F'J7^-l--fiV) -1, 1, 3, 3-ft>7^fJV^n^i)A (HATU 
) , ^f7Wn'J >^2- (lH-^>7h'J7^-l-^fJV) -1, 1 
, 3, 3-ff7^f^^n--)A (HBTU) , A^t7;i/tn'J>i7*n^ 
1> 'jXtfn V (PyBroP) , f >77Wn^-)t2- ( 

lH-^'/yh'J77>-l-^V) -1, 1, 3, 3-f ^^^^D--) 
A (TBTU) , A^t^nD7>H>^DD-l, 1, 3, 3-f 
^;v^n^^A (ACTU) ^&&f<bfr&o ffrtt^J t LTii. #UxJi\ 1- 
tKn^y^>vl'J77-JV (HOB t ) , t KnJryX^y>^ F (HO 
Su) ^ ^f;>7^t 0 ';^> (DMAP) . l-tKn^y-7-7f^> 
VMJTV-;V (HOAt) , kFn^y7^;W5K (HOPht) , 
■7;v^-n-7^y-;u (pf p-OH) , l - 1: Kn^r v^>-y- H; 7v*-;v- 6 
-x;v*>7 5 (PS-HOBt) ^ftf&ifhti&o MM 

t LTfi> #!);Ui\ tf 'J h y xf;V7 5 SM V 7*n t°;vxf;v7 5 > 

, 4-*?-)V*)V*V >\ l, 8 -3>7iftf v^n [5, 4, 0] -*?VT*.> 
(DBU) , ^^)lf^tL^ 0 
[0 0 3 7] 

±nttKJBK&^X^ it&m [II] O^ffl*^, >ffc#% [III] K*tLT 

0. 3-1 0^S, iftZL<i±0. 5~2m&t-fZ>Zttf~C£Z>o m&M<0& 
ffli(i> [II] JUi [III] KMLX 1-1 omm, 0SL<{il. 
5~4^*t1-&C:h^£&o ^O^ffi*^ fb^tf [II] Xli [III 

o«ffljti±^ <b^% [ii] [in] ^ui-io mm, «p * t < ii 

1. 5~4iItfS^td i tlSo - 2 0 
-8 Ot^ $ftl<{i0~3 Otttfet^iii^l^o 

[0 0 3 8] 

fc*5. -tfs*; [III] fc*v*T\ R3*t 7 K*lB(T't?**»#, mmt^®* 

tBfiE#2 004-3013676 



&m 2003-016770 



[0 0 3 9] 

— *gs£ [I I I] Kjsv^r, R 3 «7 JK^iXii^ > y 
[0 0 4 0] 

£T\ ««Kt»Xtt*HfflKT?, ffc£^ [II] [III] fc*ltttEJ&$ 

•fr^ifcldJ: 03tE*1-*i t^-ei^o iltLTIi, IS^fciHKRttSfcv* 

1, l-^f;nfnv^>, ^-^y 

v^n [5, 4, 0] -*>7*-te>' (DBU) „ v^f ;l/7^y b°'Jy> (DM 

ap) mw*>\ft>*iz> 0 

[0 0 4 1] 

±fB^/sidi3v>T> [iii] (otizmmiz, it^m [n] k**lt 

0. 3-1 0^4, 0£L<teO. 5~2iitt4it^-ClSo ^fffl 
if*. ft-S* [I I] Xit [I I I] om&, jfiL<li, 1- 

4 *£jfctt, 2 5-1 5 Or, $f^L<fi6 0-1 0 

o *c xmmt zzt a*-? § * 0 

* BP*» -to* [i-b] : 

[0 0 4 2] 

miiE# 2004-30136 



#M2 003-016770 



v : 21/ 



Mki i) 



R^Y-CH-, — N 




v R2 



[I-B] 



[0 0 4 3] 

■e^stuMfrfrtowu fb*% [ii] [i v] 

Rl-Y-CHO [IV] 



^nn^A, l, N, N-y7fWA7U\ 

N, N-^^f^7-bh7^ K, l -^;vfc?m; >v >\ f f5tKn77> 

N v^n^~9^ h 'J xf ;vr >tx ^ a ^ f 'j ^ f V > v 7 / ^'n t KU 
K (MP-C y anoborohydride), 2Mfrffc**3S?- h 'J h 

yr-t h h y vry7X^b^^m^ h y *A^&if 

<b*L& 0 M7n^Jc9^ffls(i, [I I] i:^Ul~10^ 0£L<ii 

[0 0 4 4] 

-2o~io or> 02 L<t*o~4 o "C-ciy&i- ^it 5&*T? £ £ 



(Cft) 

[i] <7>o*>, -isss: [i-c] 

[0 0 4 5] 



mfflft 2004-3013676 
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^-v: 22/ 



Mfcl 2] 




[I-C] 



[0 0 4 6] 

^$*t*<b#«jti > tflx.«f^ — *5£ [V] : 
[0 0 4 71 

Hfci 3] 




[V] 



[0 0 4 8] 

■v^fthiJ)v^ymt^mjL^<7)m.t, —®c& [VI] : 
R 1 1 -H [VI] 

^$tt&r 5 Wk^xti^o^t*as^**it^J: *>"C§ 

[0 0 4 9] 
[0 0 5 0] 

tBSE# 2004-3013676 



#® 2003-016770 



±gB2fcRJ5&fc*5V>T, tt&!to [V] OftfflMMU [VI] WUO. 

5~3if, «fi L<lil-2SiWui:#T?|io *frfrfcl4H!6ffi*MU lb 
[V] XJi [VI] KM LTl-l OS*. ^L<(il. 5~4=S#£-t 
K^ s t'i5o <fc#% [V] XI* [VI] t:*tUl-10 

£*, *fsi<ii2~4iftnii:^i^o mmmvmmmi*. it&m 

[V] Xt± [VI] K**LT1~1 OS*. *fiL<t±l. 5~4^»hi-^»^ 
t^tlSo *sKJfcli, - 20-80 Sft L< (±0~3 ott-tlts^t 

[0 0 5 11 

^Og^f [I] O^jft^BIflc-e**^^ [II] «U W 
O0 2/7 9 1 8 9fffl«^»\ ^^KLTfb^ [VII] bit 

&m [viii] t*mj&mtxit&m [i i-a] *»u s^-ft-fr* [i 

X] [I I-B] fc»Lfc&, Ht&KJ;^ i^b^W^ 

T ^ y Bfe*1-* i t iz X D ^-f* £ t if? & Zo 

[0 0 5 2] 
lit I 4] 

N=\ HN / N-G / — s N=\ i^rxY 1 
HO-d N W G-N N R - Q " X 

[VU] [II-A] 



[n-B] 



[iq 



[0 0 5 3] 

(z&tK GUTS U *fcOSB^-»±m8Bi:ra— 3ftl*«:^ri-«o ) 

±mit&w [i i-a] *»^-&sjst4^ ^o^tx{4#n?^t> mmt 



ffilE# 2004-30136 



mm. 2003-016770 



7"*f>> N, 0-^h'J^f^y'J^7-bh75 K, ^nnb'J^fjl'y^V 

j^>7>, h y xf;v7 ^ try v>^&> h y xfji/7 5 >m-t) s $> 

±mY&® [I I-B] tt, — [ix] : 

R2-Q-X1 [IX] 

&o ) 

1, 2-y?nDx^>, N, N-^f^A7U\ N, N-v^ 
f-^T-fe h 75 h\ l-^f;HfDVyV>, ff7tKn77>> 1, 2-v 

360*^, J^tK^J^ LT(±, Mx.{?> TV'zSJj )V#>Mi?^Xr-)l'&£V?3W.& 

;v#v£J1, M7;i/*'Jil^ r^y^^Mr;^*:/ h\ kL<f±y?- 

-)AyMvynt>75 K (LDA) ^tf&lfbti&o 
[0 0 5 4] 

±IB<b^tl [I I-B] K&^X, 75/i^iSGi:U(i:, Mx. 
[0 0 5 5] 

*%m-&vz>*mmt<km [v] ^jx.^ [n] t-m&. [x 
] : 

ttlSE# 2004-30136 
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^-v : 25/ 



R12-COOH [X] 

( R 1 2 i$j%m i>L<it^-r Mb £ Ktz * )V v )Vmx-W^ Z%Ltz7^=.)V 

mzm-to ) 

[0 0 5 6] 

W^Og^Mt [I], is.t^o^^F^ [IllJlli [IV] li 

[0 0 5 7] 
[0 0 5 8] 

*u>tLx^ Mstsu-s, t vi?ifRmmi-6<Dmmttzi*frmm 
- 8 <ow.mz tz\s.frm%.T)vf j ^ 1 19 btf&tmwc 3-6 oumz tz 

IiiSE#2 004-3013676 
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^-v: 26/ 



[0 0 5 9] 

4- [N- (y^DynejV*^^;V) — N— [2- (v^^T^/) 
T ^ J ] 1 1 -e&btiZft&Qll) 1 06mg?)x 

-4-fcf^y y>- l -^f;v- l H-tf^Vn [3, 4-d] t''My> 
2^1^ (WOO 2/7 9 1 8 912®^^) 10 5mg. l--tKn^y^ 
>7f'J7V*-^5 1. 7mg. h'Jxf;V7r/l 2 4. 5/«L, 1 -xf;V 
- 3 - (3-^W^7"nt» # ;V**v-f ^ Y^BM 7 3. 4 m g &JHI 

jfeBfok*^y 1 omL^nitim ^mmzfrmi^ wm-r^ 

0 H^S«ft»>'J * y;V7 7 7 v a A 7 A ^ f ^7 7 (Ch 
r o m a t o r e x NHy'J ; 'Jm^ ;l/§5U ; 
f;v/7nn-W=l : 0-0 : 1) X*mUt2> £ t \zX *) , N- [2- (5? 
^f;v7?y) -x^;v] — N— [4- [ [4- [l- (3 b*^>v;v) 

-lH-fcf9V*n [3, 4-d] kT';^^V-4 — ( )V\ \£^<7 1 - J )V 

1 7x-;v] n:/n/*>7j;w-}?^ = K (I27mg, 
4%) ^7^7 7>;i#tLt||^ 0 

MS (APC I) m/z ; 5 9 7 [M+H] + o 

mmn2 



ttJ!E# 2004-3013676 
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^-v: 27/ 



##08 7 (2) -?&htlZ>ik^m 2 6mgl:*ft>fV>3. 5mL. 1- ( 

-4-t>7y>-l-/f;V-lH-f7 , /n [3, 4 
-d] t?'M^>2tUt3 Omg, l-tKn^y^yv'f'JTV-^OO. 
5M N, N-^f;WA7U*M2 19^L, f 'jxf ;i,75 /3 5. 

^fV> (PS-Carbod i imi de 0. 9 4mmo 1/g ;7^nV 
-bf^ny-I) 3 10. 4mg*JW^fetax., »JKS^S (Q u e s t 2 

i o ; r;v^y- hx^y nv-M) zm^x^x~2 4\%mmwi-& 0 K&Wl 

P-Carbonate 3. 04mmo 1/g ; 7^^y-ff ^/ny-I 

) 1 2 o m g ^rinx. r^za-e 3 mmmn-t h 0 KBffi.fr h mm vtz^ m 

-(XTerra P r e pMS CI 8*7A ; il; 10 

mM^7>^--)A/>^;-;l/= 1 : 1~5 : 9 5) -effiSH-a i^Ci *) 
, 1- (3-xh + y^y^) -4- [4_ [ (h7>^-4-tfnVy>- 
l-^;Vy^nA^y;i/) #;i/j}?-;v] fcf*9 1 --f -lH-tf^V* 

n [3, 4-d] tfV5^> (2 7mg, t$7 1%) ^7^7r^Bfa 

MS (APC I) m/z ; 5 1 8 [M+H] + 

IR(Nujol) cm- 1 ; 1 6 3 4, 1 5 9 6. 1555. 1459 Q 

4- [2- (v>V^T^/) ^m#mimmm (##tf!l7 8 (2) 

X*Uhtl&ik&m) 6 6mgi:£j^f V>2mL, 1- (3-xh^yA>>; 
;v) -4-^7>;y-i-^;v-iH-t , 7V*a [3, 4-d] W$iS>2 
MlOOmg, l-tFn^^yV'h'J7y'^;H9. 3mg, MJxf 
;UT5>118. l-^;u-3- [3- (^f^7 5y) 7"nif;l/ 

] #;WinM3 Kmmii7 0mg5:I^p£, ^ifi-Cl 7B#F^ti#i-^ 0 BiJBffi 



mtE# 2004-3013676 
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r/a*7A^D7f^77^ - (v#3£ ; Wfi&tX'T-A'/? nn^;i/A= 1 : 0~ 
0 : 1) -ettllt5iii:J:»), N— [2- [4- [ [4- [1- (3-xK 
v^>v;v) -lH-n^yn [3, 4-d] \£v * y >- 4 -4 ;v] tf^v 

7x7^y] Jt-^;v] -^^^;UT^> (10 3m 
g . JR^6 9%) ^7^V7 7^i#tU#l.o 
MS (APCI) m/z ; 5 3 0 [M + H] + <> 
HWJ4 

(1) 1- (3-ih^v^>v^;v) -4-tf^^v f >- 1 1 H-tf9 
Vn [3, 4-d] eVv^2TO2g, h U xf;V7 ^ > 2 . 18mLO 
Uitff-Vy 2 Qml^MMW.^ 7K<%Tt-1/7^;v^7 ^^;V^n'J K9 7 0 
m%<Dmt*^Vl'\ OmL«iTU MifiT? 1 Bti#1-&o KfL*C7fc£ 
Sn£-C3 0^m#> ^fc^l^/f £53iltU 7X«*^nn^;i/ATjft 

?77 4~- N*^->7 1 ash4 0M, ^m^f"^/^^^>= 1 I 1) 
tffiSfSiti:.):^ 4-[ [4- [1- (3-i>^>y» -1H- 
\£yy*u [3, 4-d] tf V 5 4 ->f ;V] tf^9 3»- 1 --f /U] 

-^]^i.#m^^;V (2. 4g. 1R^9 8%) *T^77^Bfat#^ 
o MS (APC I) m/z ; 5 0 1 (M+H) + Q 

(2) ±ffi (1) X~n*>*i2>ik&yi}2. 4 gWi^y-Vf h7t Kn?7> 
(ill, 2 5 mL) <7>^7^l- 1 0 %7jt$Kfc+ h V V 1 OmLW 

U ^ST-1 9^FTO#i-^o aStf ^nn^^Atff 1 0%^^>m 

5 0mg> N, N-v^^j^i^v't^ >3 5. 8mg, 

>v*h , ;rv > ~;vcoo. sm n, n-^w;i/A75 Kitsos^L, 

(PS-Carbodiimide 0. 94mmol/g) 32 8mg« 



ffiSE# 2004-30136 
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^-vl 29/ 



tWz., m$EU£&m. (Qu e s t 2 1 0) 4H$W«#1- 
(MP-C a r b o n a t e 3. 04mmol/g) 1 2 0 m g fcimx-TgiS 

07^^77^ - (XTerra PrepMS C18*7A, if; 10m 

m»^^a/^^;-;v=8 o:20~5:95) x-muirzzttzx 

*) N- [2- (vxf^7 5/ ) x.^;i,] -4- [ [4- [1- 

^>v;v) -lH-e^Vn [3, 4-d] \£V $ V >- 4 ;V] fcf^S^ 

-l--f;V] #;i/sK~;v] ^>X7 5 K (15. 6mg, JR^S 1 9%) *T*:)V 

MS (APC I) m/z ; 5 8 5 [M+H] + Q 
(3) ±IB (1) "CftbtiZft&toi^fS-frlmLKmML, 21^11 

6 n hmk.tz^ mm^^L, nmi7ktemm&. zt\zx *k 

N- [2- (yxfjl/T?;) -4- [ [4- [1- (3-x>^y^ 

-lH-f77a [3, 4-d] b*U ^ 4 --f ;v] e^yv- 
l--f;v] 7j;v^-;v] ^?>X75 K-tH^7 ; E;v77^*i:U#So 
MS (APC I) m/z ; 5 8 5 [M+H] + 0 

(1) ##0H1 (3) T*#«btt^^%>£r||i&Ml tm&UZjUM't&Z.bKX V 
„ 3-^W5 7-N- [2- (y^w<;) ^;V] -N- [4- [ 

[4- [1- (3-x>^rv^>y» -lH-e77n [3, 4-d] tfy 5 
v>-4--T;w] e^7y>-l-^v] jj)v#=.)V\ 7x-ji/] ynkf^-vr 
3 K*7^7 7^@^U#^ 0 

(2) ±Ifi (1) X-%hKZ>lk^l 3 lmgJ:7v;^2 4. 2mgt« 
^ L£$L 3MSI©fti-*tfcm: *K 3 *-/UT ^ J -N- [2 
- (^W^) -N- [4- [ [4- [1- (3-xl>W> 

-lH-e^yn [3, 4-d] ev^^>-4-^f;v] e^s^-i 



ffilE# 2004-3013676 



#M 2 0 0 3-0 1 6 7 7 0 ^- V : 30/ 

MS (A PC I) m/z ; 6 2 8 [M+H] + 0 

mmm 6 

N-[2- (^f;V7 5/ ) jl^;i/)-n- (4-*;V^V7x^;l/) 
< ^M2 ^yxf;v (##®I9 7Ti#<bfr&) 9 OmgCf h7ti Kn7 
5mL. 1- (3 b^y^>^;V) -4- ( 1 - t?^7 )^) - 
1 H-e-7yn[3, 4-d]fc°V 5 S» • 2^m^l 0 Omg, h 'Jxf;V7^ 
> 9 0,u L N S§7 3 y« L, ^?u?Sr°-7* Y V z-^^T A * 

^fl/^y7;**ot KV K (MP-C y anoborohydride 2. 
04mmo 1/g ; W^-bf^yo v-M) ^M^inx., ( 
MiniBlock;^ h5-M/K!l) £ffl^T. 1 8 8#Wfifc51-& 

o RJfc«*4MiU #J^^*:rb?fcKn:79^3|Hlfti*U «*»»fcWr 
SBRS^fc*^*>-fr"C«jHli-*o #fe*t*j|ftJfi^W*NH">y 3&y^7 9 y 
*7A^n^F^77^ (ii;ttifV^nn^;vA=i : o~o : l 
) ■^mm.-fh^tKH »K N-[2- (y7f;V757) ^;k]-N-[4- [ 
[4 -[ 1 - (3-i)«^y^>^) - lH-tf9Vn[3, 4-d]fcTV 

(1 5 9mg, 8%) *7^77^@fi LT#& 0 

MS (APCI) m/z ; 617 [M+H]+ c 
7-83 

-t&ztKx*)^ Ties i ^temo'fb^t/ o 

[0 0 6 0] 



ffi8E# 2004-3013676 



mm 2 0 0 3-0 1 6 7 7 0 i-V : 31/ 

mi] 



R / s N=\ 

o v — ' v-< r \ \ 




R 




7* 


Q^CH 3 


»»<~*/ mAT \ r— r-r -4 1 TTl 1 

MS(APCI)571[M+H]+ 


8* 




MM Art 1 )5991M+HJ+ 


9* 


< V^CH 3 


MS(APCI)599[M+H]+ 


1 0* 




MS(APCI)613[M+H]+ 


1 1* 




MS(APCI)597[M+H]+ 


1 2* 




MS(APCI)587[M+H]+ 



M e : E t : x^ak t-Bu:tert 



[0 0 6 1] 
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2 0 0 3-0 1 6 7 7 0 v : 32/ 



R / — v N=\ 


mm 


R 




1 3* 




MS(APCI)611[M+H]+ 


1 4 




MS(APCI)639[M+H]+ 


1 5 




MS(APCI)623[M+H]+ 


1 6* 




MS(APCI)627[M+H]+ 


1 7* 


Me 2 N — ^ Nn 1T^^ 


7^;i/77XS^ 
MS(APCI)625[M+H]+ 



Me : AT-JVm, E t : 



[0 0 6 2] 



tB|jE# 2004-3013676 



#0 2 0 0 3-0 1 6 7 7 0 ^-v : 33/ 

1^3] 







R 




JL O * 


H 

s Y n *ch 3 


MS(APCI)602[M+H]+ 


1 9* 


H 

s^n^ v ^\^ch 3 

Me 2 N — ^ Nv ]T^[^ 


MS(APCI)644[M+H]+ 


2 0* 


H CH 3 j 


MS(APCI)644[M+H]+ 


2 1 


0^\/NEt 2 


MS<APCI)656[M+H]+ 


2 2 


H 


7 : e;i/7 7X@f 

MS(APCI)529[M+H]+ 


2 3 




MS(APCI)585[M+H]+ 



Me :^ E t : 



[0 0 6 3] 
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R 




2 4 




MS(APCI)613[M+H]+ 


2 5 




MS(APCI)601[M+H]+ 


2 6 




MS(APCI)631[M+H]+ 


2 7 


H 

Me 2 N-^ N -|j^^ CH3 


7 ; E;i/7 7^i#: 
MS(APCI)628[M+H]+ 



Me : E t : ^^JVM 

[0 0 6 4] 



ffil£# 2004-3013676 



mm 2 0 0 3- 0 1 6 7 7 0 ^- v : 35/ 



mm. (^e©5) 







R 




2 8* 


Q 

COL. 

XX 


MS(APCI)659[M+H]+ 


2 9* 




MS(APCI)661[M+H]+ 


3 0* 




MS(APCI)647[M+H]+ 


3 1* 




MS(APCI)673[M+H]+ 


3 2* 




MS(APCI)675[M+H]+ 


3 3* 


f \ °Y^NMe 2 

XX 


MS(APCI)633[M+H]+ 



Me : t^V&s E t : ^)V. 



[0 0 6 5] 



2004-3013676 



#12 0 0 3-0 1 6 7 7 0 ^-v* I 36/ 

me] 







R 




3 4* 




MS(APCI)625[M+H]+ 


3 5* 


H 3 C— N Y^r 


MS(APCI)599[M+H]+ 


3 6* 




MS(APCI)627[M+H]+ 


3 7 




MS(APCI)629[M+H]+ 


3 8 




MS(APCI)657[M+H]+ 


3 9 




7^1/7 7^911: 
MS(APCI)615[M+H]+ 



Me :^ ^;i/*> E t : x.^-A> ; 



[0 0 6 6] 
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mm 2 0 0 3-0 1 6 7 7 0 v : 37/ 

[*7] 



R / — \ N=\ 
H 






R 




4 0 




MS ( APC I )643 TM+H7 + 


4 1 




MS(APCI)557[M+H]+ 


4 2 


OY^-- NEt2 


MS(APCI)585[M+H]+ 


4 3 


o 


CH 3 


MS(APCI)599[M+H]+ 


4 4 


O 

"a 




MS(APCI)611[M+H]+ 



Me : * E t : 

[0 0 6 7] 



ffiliE#2 004-3013676 



#M 2 0 0 3-0 1 6 7 7 0 V \ 38/ 







R 




4 5 


O 

"a 


■s. 


MS(APCI)627[M+H]+ 


4 6 


o 


MS(APCI)615[M+H]+ 


4 7 


o 

Me 2 N^ N A NMe2 


MS(APCI)614[M+H]+ 


4 8 


o 

Me 2 N Vv ^N. N A 0 -^v^OMe 


MS(APCI)645[M+H]+ 


4 9 


o 

"a 


MS(APCI)642[M+H]+ 



Me : Et : 



[0 0 6 8] 
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#M 2 0 0 3-0 1 6 7 7 0 V : 39/ 



F 

C 






R 




5 0 




MS(APCI)500[M+H]+ 


5 1 




7^7 7^0* 
MS(APCI)542[M+H]+ 


5 2 


OMe 
Me 


MS(APCI)572[M+H]+ 


5 3 


"XXJCX 


7^1/7 770^ 
MS(APCI)555[M+H]+ 


5 4 


cucx 


MS(APCI)526[M+H]+ 


5 5 


QuO. 


MS(APCI)540[M+H]+ 



Me : E t : ^)V. 



[0 0 6 9] 



aiffiE4# 2 004-3013676 



mm 2 0 0 3-0 1 6 7 7 0 ^->? : 40/ 



[*1 o] 

tern (^010) 



R / v N=\ 

4* <N ^^5^ 

N 


1 




R 




5 6 


f Me 


MS(APCI)571[M+H]+ 


5 7 


Me 
f^Me 
Me 2 N'^^ N ^j^^ 


7 : E;i/7 7X@ft 
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^-v: 72/ 



ISi^iSlth'^A^M^ mm*HU£&&'t2>£4- [ [ [2- {V*?- 

)vr^;) x.^-^] r^y] (si. 9 g . P89% 

MS (APC I) m/z ; 2 3 7 [M+H] + G 

(2) ^nnrip--b07x-;H8. 1 g^M^ ^1/ > 3 0 OmUtf&tc 
, 3- (y^W^y) yn;V-^14. 2 m 1 ZffiT mfflftffi 

4- [ [ [2- (y^w^y) r^y] 
;M3. 7g> h U x.+)\,T r/25ml £JH^djnx-> liatlBl^t-Bo R 

JE^*-r^>o #f)Wi4»NHy'J*m77ya*7A^D7l>^7 
•7^- (Chromatorex NHy'J # ; ffsStx?-/!//'^ if 

>=1 : 1) -cmgk-f&ZtKX *K 4- [ [N- [2- (y^W^y) i 

f-^] [ [3- (yyf^r^y) •/ne^^rv] 7>;v^-;w] r^y] ^ 

W SA**>fA' (7. 9 7g, JRJ£3 8%) Sr*&fe«lltt»fcLr#*o 
MS (APC I) m/z ; 3 6 6 [M+H] + Q 
3 7 

4 -[[[2- (y^f^r^y) xf^]75y]yf;v]$,iffyf;v (## 

#U36 (1) Tiff^tL^-fb^) 2 0 0mg«yfV>4ml«:7°n 

ny K 1 1 O^L^inx., aWfrTtTy >>> 1 3 7 / *L£$jTU 
4 B#HS£#-r &o RJS«t* ^nn*W5 mI/C#fl&8U i&fnFtm7jt*+ hVV 

^ *y ~;i,= 1 0 0 : 0-9 0 : 1 0) fct-J: *K 4 -[[N-[2 

- (^yw^y) xf ^ (^n et-A') 7 5;]^ f ;v]$lf f ;v ( 

191m g> 1K$78%) S:7^7 7^a#tL'C||-5, 
MS (APCI) ra/z ;2 9 3 [M + H]+ 0 
3 8-42 

ffitE#2 004-3013676 



#M 2003-016770 



^-v: 73/ 



[0 10 7] 
[*3 8] 



1 1 



o 




K 




3 8 




MS(APCI)305[M+H]+ 


3 9 




MS(APCI)321[M+H]+ 


4 0 


^OMe 


MS(APCI)309[M+H]+ 


4 1 


— NMe 2 


MS(APCI)308[M+H]+ 


4 2 




MS(APCI)339[M+H]+ 



M e : * 



[0 10 8] 

4 3 



WfiE# 2004-3013676 



#12003-016770 



^-vl 74/ 



4 -[[[2- xf^]7 5>']^fA']$| 1 f^fA' (## 

W36 (1) X-nbtl&it&m) 2 0 0mg«^fV>4mL<7)IIi:'fV 

5 mLT^fWlL l&^MmTK^f- h U * Ay-MSffc 1 0 mL*iPx.Ttim^ 

*7i^D7 h 7*7-74 - (?uu*)VA/jt ? y~)v= 100:0~90:i 
0) -effiW-^Ucj: »k 4-[n-[[ (y^;ur^/) :fr;w**-;i/|[2- ( 
yVW^y) xf;H7^ /]^^^]^J.#m^^^ (2 6 1mg, |$9 
2%) *Mfe»ttm o 
MS (A PC I) m/z ; 3 3 6 [M+H]+ 0 
4 4 

4-^;V^;^S#M^ , 5 L ^3 0 OmgOl, 2 -y^nnxr/6mL(Oi 
'i^581mg, mk2 SrflPx., 1 8 nT%Wfr-?Z>o m&WL* 

? uu*)v& 5 m l x^m&. $>MRmfrmi- Y v ^^mwi l 0 m L 

Hy'J^myA^nYf^^?^- (^3-9- V/Bf*^-/i,= 7 o : 30- 
4 0 16 0) t'ilf^itta^ 4- [ (yxf;V7$y^f;i/) 3c,t#m 
^f-;V] (14 4mg, 1R^6 0%) ^t»i:LT#^o 
MS (A PCI) m/z ; 222 [M+ H] + Q 
4 5-59 

^i£lC*Hb^ 44t IM^t^^S-r & £ fcKJ: *K Tffifl 1 2 mm 
[0 10 9] 



ffiSE^ 2004-3013676 



t&m 2 0 0 3 -0 1 6 7 7 0 ^- v I 75/ 

1^3 9] 



mi 2m (*©d 







-NRR' 




4 5 


Me 

/N^^\^.Me 


MS(APCI)236[M+H]+ 


4 6 


Et 


MS(APCI)250[M+H]+ 


4 7 


Ma Mo 


MS(APCI)266[M+H]+ 


4 8 




MS(APCI)284[M+H]+ 


4 9 




MS<APCI)262[M+H]+ 


5 0 


-o 


MS(APCI)220[M+H]+ 


5 1 


-o 


MS(APCI)234[M+H]+ 


5 2 


-rf>P 

^ NH 2 


MS(APCI)277[M+H]+ 


5 3 


Me 


MS(APCi)238[M+H]+ 



Me : * ^;t^ E t : 



[0 110] 



WttE# 2004-3013676 



#M 2003-016770 I 76/ 



[^4 0] 

mi2£k (^(D2) 







-NRR' 




o 4 


NMB2 


MS(APCI)194[M+H]+ 


5 5 


Me 

1 


mm 

MS(APCI)236[M+H]+ 


5 6 




MS(APCI)266[M+HJ+ 


5 7 


/ \ 


mm 

MS(APCI)249[M+H]+ 


5 8 


-0 


MS(APCI)220[M+H]+ 


5 9 


-O 


MS(APCI)234[M+H]+ 



Me : 



[0111] 

##M6 0 

4 -[[2- (y^;l/TS>0 xf^]7^]^|f||xf;l, 1 (1 

) tl-Mt^) 2 0 0mg©l,2-y^nnx^>4mL«:'fV 

y^;l/T;VT'li K3 8 4 ^ zfcifrT b V 7-fc h *'>*3Mt*^*^ h V 



fcBlE#2 004-3013676 



mm 2003-016770 



-)A4 4 8mg, Ift&l 4 5 ^ L^in£> ^2 4mmW,W-f2>o E£I*^n 
□ ^5mL -C^r^> f&fQifcmTfcit^ Y V V AzKigifc 1 0 m L £ ttlx. T3f # 

vh^77-f- (^^•9->/ / i^m^^^= 80 : 20-50 : 50) 

££CJ:*K 4-[ N-[2 - (SM^TS >0 ^^V] UvW) T^y 
ISScMBft^^"^ (2 3 9mg, J«9 7%) «:ifMWt LtUSo 
MS (APCI) m/z ; 2 9 3 [M + H]+o 
##01 6 1-66 

[0 112] 



mgE# 2004-30136 



mm 2003-016770 



^-v: 78/ 



[*4 1] 



1 3 







R 1 


R 2 




6 1 


M%N^x^ N -^\^ Me 


Et 


mm 

MS(APCI)279[M+H]+ 


6 2 




Et 


MS(APCI)333[M+H]+ 


6 3 




Me 


MS(APCI)251[M+H]+ 


6 4 


MezN^^ — Me 


Me 


MS(APCI)279[M+H]+ 


6 5 


Me 


Me 


MS(APCI)293[M+H]+ 


6 6 


MeaN^^jj^v^^ 


Me 


mm 

MS(APCI)333[M+H]+ 



Me : *3"JV&s E t : 



[0113] 

##0116 7 

4-[[2- xf/l.]7§;]^fKif^ (1 



tfitiE# 2004-3013676 



#M 2003-016770 



^-v: 79/ 



) XmhtlZfo&m) 3. 0 gOM^fl^>3 OmL^fllifcKN-C t e r t- 
/^y*^t'-JV)-^'Jy>2. 8 9g£SD;L. MTy7/*X*>fy 
xf^2. SQmL^^Px., MS 2 4B*W«#"*-* 0 Mt^nn,W20 
mLtm «&*n£tBfc*c*-*- h »J 5 OmL^Dittm 

f)tL^J|^fe*y'J*^*7A^DYh^77'f- (^DO*M/^; 

-)V/2 z%t>*—t-&.= i o o : l o : l) T5hJRU ^fewc^/u^c- s * 

* 4-[[N- (tert-7h^fy*;l/^;V) ^ i ;v;V][2- (^f>UT5 
7 ) xf;v]7^] £Jt#BM ^ * ( 4 . 2 g , 1R^84% ) * gfegfeigr £ t LT 

MS (A PC I) m/z ; 3 9 4 [M + H]+o 
###fl 6 8 

(1) 4-7 , n^e^f;^tfi^f;l/2 2. 8 gON, N-^f»AT 
U*4 5 OmLiFfiK^. 5 0%y^f;V7^ >>fagi£2 7mL^lTU 

*L#<b*U>5ffi*fcj£^l±, y'J*W7r>a/*7A^n7h^77-f- ( 

^□n*M/^^/^=io: 1) -efltm-t &-<blc£ 0> 4- [ (y'^f 
^757) 7^;i/| (2 7. 5g. J»9 9%) Sr»fefili«Wfc 

MS (APC I) m/z ; 1 9 4 [M+H] + c 

(2) ±12 (1) T-#P>ft&4- [ (^f;V7 5 7) y?-;i/| 

19.2 g£ifc&Bfe6 6mL. £ X Cfifc 1 6 7mL£#nx.> «ltt^o ttft 

T^y) y^;v] $j|$8tjKSjS (l 9. Og, JR^8 8%) ^HM*tLt 

MS (APCI) m/z; 179 [M+H] + 0 
###U6 9 

mgE# 2004-3013676 



#M 2003-016770 



^-v: 80/ 



(1) 6-^^~^>^^;v6. 3gMWl0 0mL©Mi:N 
-ro^^y>^5F8. 9g, 2, 2' -TVfcf*^ V "T^n- h »; ;v 3 4 
2mg^Jlli^Px., 6B#^DD^»{l1-^>o MiaS-C^*^ ^*^>3 0 OmL 

*5A^D7f^77^ (A^t>/if xf ;v= l 0 : 1) t'iSl/;t, 
^^r-9->lCT^#i-^i t «9 6 -yn^fj^nf^^f;!/ (3. 4g 

(2) ±15 (1) Ti#£>*L,Mb£^3 5 0mgOf >7HKn79>5mH:5 
0%y^f;V7< >7X^3mL^iJPxM^^T 1 0^S^1"^>o MfcgP^^ 

o : 1) T-3»S£1-&£ tic J: l), e-v^^^T^/^^^-^n^^m^^^ ( 
2 7 6mg, JR^9 3%) £l£fey4^i: LT#&<> 
MS (A PCI) m/z ; 195 [M+H]+ 0 
###U 7 0-77 

[0 114] 



ffiIE# 2004-3013676 



#M 2003-016770 



^-v: 81/ 



»4 2] 

mi 4 



C0 2 Me 




-NRR' 




7 0 


Me 

-N 

Et 


MS(APCI)209[M+H]+ 


7 1 


— NEt 2 


MS(APCI)223[M+H]+ 


7 2 


-o 


luro / A DPT \001 TM-LUlX 


7 3 


-o 


MovAroi MoDLrlTtijT 


7 4 


— N Vl-Me 


MSf APCI )250rM+Hl+ 


7 5 


Me^ Me 


MS(APCI)267[M+H]+ 


7 6 


Me^Me 
^ Me 


MS(APCI)223[M+H]+ 


7 7 


-O0 


MS(APCI)269[M+H]+ 



Me : ^ ^-;i/S> E t : 



[0 115] 



ffifiE#2 004-3013676 



mm 2003-016770 



*- 9 J : 



###U 7 8 

(1) 4 - 1 K n If ISxf ;i/ 1 5 . 3 g<7)N, N-y>W^T5 
Kl 5 0mL?lfc 2-^anxf;i/y7W<>Ifill5. 9g, RSS 
*^A43. 2g £JHI#dJD;U 1 1 0 VX^mmW-f&o ELfcWLKTkZDUz-X 

y'J*t>7 7 7 ya)!;7A^n-7h ^7 "7 4 — (^nn^A/^ * y — ;v= 
1 0 : 1) timcttci^ 4- [2- (y^W^) ^b*v] ^ 

(14. 1 g. iR^6 5%) ^«iUt#^o 
MS (APC I) m/z ; 2 3 8 [M+H] + 0 

(2) ±|S (1) X^hKhit&mi 4. lg«»4 0mL, *3<fc^7Kl0 

/x--7-)VX°ffifr-?Z>m'& !K 4- [2- (y^f;V7$y) ^b^v] 

(i4. i g> mm 5 6%) ^fe&^L-ctf&o 

MS (APC I) m/z ; 2 1 0 [M+H] + Q 
###U7 9 

[0 116] 



mSE# 2004-30136 



3fem 2003-016770 



^-v: 83/ 



[*4 3] 



mi 5 





R 1 -0 












C0 2 H 






R 










7 9 


Ov 






MS(APCI)250[M+H] 



Me : 



[0 117] 

##$J 8 0 

(1) * 0mLO$&*fcfcjfc*frT> &4t?-*=-fr 1 . 3 3mL^iTL 

3-)V/s\*y->-emt£&-t&ZtK£ 9 4-fc: Ku^rvltv^gM^A' (2. 8 
6 g> JR^8 8%) ^Itfe^atH^o 
136. 5- 1 3 71Co 

(2) ±IB (1) Tl#£>*t;Mt:^l. 5 3gON, N-v^W;VA75 K 
2 5 m L <^)?lti: 3 - ^ n n y n t?;v^> f JV T a >If 1 1 . 6 9g> RM^J 
'J>)A3. 12g> B^itv- h ^y^^TV^e-^A 1 0 5mg£Jl|&fcbD;L*:t& 
, 801C1 7B#F H m#1-^o &<$1&7fcl 0 OmLiPx.S^^-^^1 5 0mLf2 
HJfiffi-t&o 55l§itL*:;f$S/f £*1 5 0mLT*2i, ^^feK^M^^b^ 
ttb'^ATWSo ^S£MJ±@*-f 1^:^-3 -[4- 

(3 - y^f;V7^ J -7u\£)V***s) 7x-;i/]7^ 1 J*fJV (2. 07 



mtE# 2004-3013676 



mm 2003-016770 



: 84/ 



g, 1R$9 2%) ^If«llHT#io 
MS (APCI)m/z;2 6 4 [M+H] + 

(.3) _hffi (2) X^hfL^>it^2 . 0 7g(7)^^y-;H5mL«(:i 
msfefcBStfb?- b V 9 AtK» 1 5 m L fctlRMS 1 5 mNS&PtZo KfoWLZM. 
»U li^Si*^5fPtpH7tt&o J -)\s*t^XW&%ffi-$%> 

;i/]T^';;vm (1. 9 3g>iR^98%) Sritfe^t U#4o 
K£ 1 9 1 - 1 9 3 *Co 
##M8 1 

(1) 4-t KDJpyflf^if ;H 0 g©N, N-^WM7^ K 1 
0 0mL«C2-^nnxf;Vy^fjV7^ ^ttiKffil 0. 4 g. Rife* 1 ; 
>JA28. 2g*«^^ 1 1 0tf7^fHt#t^>o Bl^f^3 0 0 

^nn*;VA/^^HV= 1 0 0:0-2 0: 1) T«tSiti:i 4 
- (2-y^f;V7^if^y) 3cm#®^^ (14. 76g, JDU£ 1 0 0 

(2) Jhffl (1) tUttL^ft^lH. 7 6gO*M8 0mLi:ilIf4 0 

flfcU -7xf ;bx-f i h i <9 4 - (2 -*J**frr < J b 

^y) (12. 67g,a$86%) ^MfcLtf&o 

MS (APCI) m/z;2 10 [M+H]+o 
8 2 

(1) Kn^>X7JVft K6 1 OmgON, N-^W^A7 

5 F2 0 m L coitt 2 - ^ n nxf f ;i/7 ^ VttUfcftl . 0 8g, Rgfe 
*>JvA2. 0 g£»Ufcira*.;fc^ Sfil8«fB«»t5.*»xf/H0 0m 

l^y'J^^^yA^n^h^??^"- nn^M/^ * y — ;u= 2 0 : 

i~i o : i) -emmtzzttzx *k 4- (2 -->*;* ^;vrsy.xh*s/) ^ 

WiE# 2004-3013676 



!&m 2003-016770 



>XT)vrtv (640mg, n$6 6%) ^rm^-mvtm t Lxnz>o 

MS (A PCI) m/z ; 194 [M + H]+ c 

(2) v^f-^^^^y^t e r t -7^;V8 0 7mgWrF7li Kn77> 
2 0 m L <7)^^ 7 K^T 6 0 h i ;-7A144mg Srjtax. 3 0 frffifflfc 
•f&o ±IB (1) -e#fbtt.Mt£-%5 8 0mgOf f7tKn77>10mLO 

*7A7nvf^77-f- (^dd*^A/^^;-^=2 0:1) -CflHH-& 
7'J^iter t-rmxr^ ( 9 2 0 m g, J|3^Pl 0 0 %) &f8&L&&t 

MS ( A P C I ) m/ z ; 2 9 2 [M+ H] + Q 

(3) JLiB (2) T?»fc*L;Mb'fr%8 8 0mg^)4MiytH«l 0 

)Vx,-7-)V\ZXm^-ti>^-t\Zl 0> b7>^-3-[4- (2-^f;V75 
;x^y) 7xx;l/]77'J;UiMS (7 5 0mg. t$9 1%) 

MS (A PC I) m/z ; 2 3 6 [M+H]+ 0 
8 3 

(1) T)Va'y^M%T, * 9 J -fr 9 0 mL ttfrffc?-:*-— >U 8 . 7mL£-3 

3-T5/-4-^^r ->*Jft*ai 5 . 0 g fcim*. WliftfcT 1 5 #H«# Lfc& 
„ liat3 0Blft^t&o EJfcift*:*EESi»U £*afcNMI** * ^ r 
;i/t«LT3-75y-4-^ h^yMfi^f^t (6. 2 5 g> JR 
f 9 6%) &&&&& 1 3-2 1 5*C) tU#S, 

MS (A PC I) m/z ; 1 8 2 [M+H] + 0 

(2) ±mr*'&btl2>3-7$y-4-* h*5/#A#H**^!Mttl. 0 8 
g^)fb7tFn77>10mLSt^ tf'Jy>2. 4mL^ 



£tiiE# 2004-30136 



#M 2003-016770 



^-v: 86/ 



h*S'3fcJ&»M*-/l' (1. 0 8g. 6 9%) £#£ B B H £:L 
MS ( A P C I ) m/ z ; 2 5 8 [M-H] - 0 

(3) 3 - ^ ^ >x^*^;vt 5y - 4 - > h ^y^lf t> f ;v (±13 (2) 

•CW&tLMfc'frHO 2 6 0mg, »'J-)A2 2 2mg, 2-^nnxf;Vy* 

mmwLL<im-tZo &&m^*ij[\?Lxmm, mm^^mmL, mm®. 

^mmkMjK^^ L tzm~ NHy'JAWa-f^A -eifcB^ MEM 
fSo #f)^^y 1 J*^V77 , r>a*7A^n7f^77'f- (H I - 

FLASH*5A; UjIMSL mm ; ^nn*M/^^;-;i/=i : o~9 5 : 
5) X-mmU »ixf^M«ItL, 3- [ (2-yxW57 
xf;v) ^^>7>;^x;V7 5y] -A-tY^^&M&W&WM. (2 2 8mg 
. J»9 3%) **frfe«rj&fcUT»*o 
MS (A PC I) m/z ; 3 5 9 [M+H] + G 
8 4 

(1) lg<DN, N-yVW;VA75K5 0 0mLiIi:, 
4- (2-^nnxf;v) WV>SIII13 0g> 3 •Mt , 7 v M; * A 7 . 5 
g> £J:D\^M#';?A 2 0 7 g SrM»x., 8 0 "Ct 1 5 R#P B 1ii#1-&o 

£M)±^*l-c, siat«:ft»j.^^T?*3R^ *^&£7fc-c«fei£U «+m; 
Ht^itta^ 3-^>^v-4- [2- (4-^e;v^';-;v) ^.h^v] 

^>X7JVft K (112. 6 g, J&^8 5%) ^fM^am, 
MS (APCI) m/z ; 2 6 6 [M + H] +o 

(2) *^*/ftih'Jxf^3 7. 0g<OtRKn77>15 0mLMC 
. **T> 6 2%7X^l:+b i ;^A6. 4g*SDx.. 0. 5 H*W 

£±IE (1) -e#f?tL^><k^4 0. 0 g^xh^t: Kn77>l 4 0mL» 
*S5TU ra?a-e2B#fflii#-r*o RJ6»»*BB*.*.f-/l' 5 0 OmLtffU 

fcUIE# 2004-3013676 



#M 2003-016770 



3- [3-^h3rV-4- [2- (4 jr.}^:/] 7i-^] T 
^ ij (4 6. 2g,t$9 1%) fcJtftfrfejBrllfc LT#& 0 

MS ( A P C I ) m/ z ; 3 3 6 [M+ H] + e 
(3) ±15 (2) -Q&btL&it&VlH 3. 3 g<DJ * S -)l>2 5 0mL«, 

2Mfc&Mi\:-r h v VAfrmmi o OmL £}jnx-> £arc*$#«#M-* 0 

[2- (4— =e;i/*i;-;i/) 7x-;i/] T^U;v^ (3 4. 8 g, 

$88%) ^fMaiati^ 

MS (A PCI) m/z ; 308 [M+H] + c 
##M 8 5 

(1) -3 Or<%£PT\ ^/-;H 5 0 0ml KM.it^*=-)V2 5 4ml^ 

l, 4-i?*A/#y»5 0 0. 0 gtrJPx.Mza^T 1 7^fW«^ 
■t & o * UJ±Ti)kffi L > ^nn*M T^ftf£. HlfP^mTk^ + f 

V * A*igifc*5 J: tf<^£*fcJcT?iSfei£-*- & <, ^rM £^m+ hV^A U 

U h^^/^-i/^nA^fv-i, 4-yA^r/I^f;V5 4 5. 0 g & 

MS (A PC I) m/z : 2 0 1 [M+H] + Q 

(2) ±|B (1) ^#£>*L& h 7>X-z/?U^*r4)->- 1 , 4-S>#/l/aF>B* 
^^^150. Og*f h7tKn77>1 5 0 0ml U ?Ri$T\ 2 
8 % + H J A KyF-^/ 1 4 9 g fcyjc 1 3 . 2 g <Dm&&%L 
^iTtSo KJE&fftS:MfflJwML3. 5 mmUWLtz^ 1 5 0 0ml 

tirmm*wi-t&o n^t, #^n^#m^s-7X^T, ztmms omi 

^ 7jc4 5 Om U ii^on*w 1 0 0 0ml oa-fr»SfcJ=JPit, MifiteT 



mmm 2004-3013 



#M 2003-016770 v : 88/ 

4-y*^f>t ; ty^f;H 0 6. 0g^ o 
MS (ES I) m/z : 1 8 5 [M-H] ~o 

(3) ±fS (2) X~%t>*i2>\-7>X->'?u^**)->-i, 4 
*S *<f-)Vl 0 0. 0g$-tert -79J—fc\ 0 0 0ml y'7i 
~;WJ ^T^Kl 5 5 g&X&h JUTS >7 8. 6m 1 fcinx-fclfc, ft 

6 oTctiiwiu ^ «btc i 7P#p^n^»tL-r^o 

nm.** *;-)V2 somi \zmmL&7 somi *jn*.fcik MrFm^-ra 

o o. 5H#l^i, %rmm*ffiMLX, (3 : l) looomifc 

MS (A PC I) m/z : 2 7 5 [M+H] + G 
8 6 

(1) ###!I8 5-C#£>*U>ll;£-%2 3 4.0 g & > 5 0 Om 1 

U 4^S^t*t>M5 0 Oml SriPx., 1SCT1 9^18*^*0 

flfcU h 7 >^ - 4 - T 5 / y ^ n Adft > A ;wf f ;«J| 1 2 1. 9 
MS (A PC I) m/z : 1 5 8 [M + H] + Q 

(2) ±te (i) -e#t>*L& hy>x-4-T$y i/?v^*ry->%)Vtf>M* 

f^Hl9 3. Og^y^y-JHOOOmlCiiU 3 5%-tM7^f 
tK*»«9 5. 4mK^thV)A39. 4 gi3 J:tf 1 0 %/n°9> ? '7 A- 

^^V^At^U »&*«EETS*-*-&<, H^W^NHy'^y 



mtiE# 2004-3013676 



&m 2003-016770 
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*fS£U h 7 - 4 - f ;V7 ^ / v ^ n Adrf > * f ^ 8 7. 

3 g£#&o 

MS (APCI) m/z : 186 [M + H] +o 
(3) Jiffi (2) X*W<btiZ>lt&m2 7. 6 g £ v**-+> 3 0 0 m 1 &£V*fc 
10 0ml fcmffl L> 6 U^MB. 5 0 m 1 if]X-> 4 B^M^^I^ o 6 *3ett 

m 5 o m i nmrnmrn-t* o r^^mjetm u b ^ 

o tftBt/^M^L. y^V7"nt>x-f^tm *fc*U b7^-4-y 
^f^7 5 ;y^n^t^*W^ • ^J^2 7. 5 g£#& 0 
MS (APC I) m/z : 1 7 2 [M+H] + Q 
8 7 

(1) ##®!8 6 (1) X*nbih2>1k&Ml 0 g, 1, 4-y3-K^>19 
. 2 g, #tM+ h^A16. 4g^f h7HKD77>3 0 0ml-N, N- 
y^f;V7-th7U*6 0ml £JRfi 7 0^2 0 W?$Wflr't2>o Rfcm* 

xfV^t>=i/5) K-oiiSfU h^>x-4- (en>ji;>-i-^ 

MS (APC I) m/z : 2 1 2 [M+H] + G 

(2) _t|B (1) X-nbtl&lt&Ml 0. 9 g^v^^r-+^ 1 5 0mllfc 
2 £15®^ 8 0ml ?:j]nx.s p< * y -;i/£^*L£^<b 1 1 0VX*3f%mW,W-f 

% b7>^-4- (fcfn V 1 -<<)V) i/?u^*^y*)Vtfy-m- i&WM. 

11.1 gZW&o 

MS (APC I) m/z I 1 9 8 [M+H] + 0 
##^!)8 8 

(1) ##$18 6 (1) t:iHW^!|4 7. 5g. tT* 
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)je.-x;V34. 5mK»f'J^A77. 9 g> fc«fc IF 3 »Mfc+ h V -7 A 
88g?:f b7tKn77>1 4 0 0ml ioi^N, N-vVW-b h T 5 K 
2 8 0mncjirlL. 1 8 nWSM.~t%><> tf* (2-;nnxf^) 
3m K 3 7jttfV-)A2 2g^)S»:1]D^ 35K 6 B*M*«-*-*o KJ&ifc 

l&fn^TKT'^m, «ith'J7At«U «F»*i*JET«*-*'* 

iffl//^t>= 1/3 Olc^g, ftixfV^t^=l/5, Mfcl/ 
3) KTffiJKU >7>^-4- >- 1 i/?u^*y-l/i])V 

r^fJV5 3. 9g^ fl 
MS (A PC I) m/ z :2 2 8 [M+H] + G 
(2) ±ffi (1) T*#<b*LMfrg^5 3. 8 g©'Wt>7 5 0m l&ifcfc, 
2®.%M.M4 0 0ml £#P;i. ^/-/UfcS^LfcjF'b 1 1 O'CTMBtH**!* 

^>^-4- (^e;v*'; >- l — f;v) ->^nA^t>*w>iS-iiSi5 4 

MS (APC I) m/z : 2 1 4 [M+H] + 0 
8 9 

(1) >7>^-4- (75/^f;U) v^n^^-9->^;v#>^6. 2 9g£ 
^^y-;V3 2ml KJRfflU tK^Ts Mft-;i/6ml friTF***, KJ&ifc 

T^y^f-;v) n^^r^9-y*;l/^>^f-;v . . 6 9g^ 0 

MS (APC I) m/z I 1 7 2 [M+H] + 0 

( 2 ) ±|B ( 1 ) X~nt?tlZ>ft<£® 8 . 69gt^nn^>4 0 0mU:| 
»U h'jxW^ll. 2m 1 fciniU £»fcTafc$M*#^ ?K#T> 3 
5%W7;Vffc Kjto&ifcl 5. 9m 1 43 J; > V 7-fe h VTK^fc^^^+ 
h V-7 A 2 5 . 43g «rin A & 0 KJ&tt*£llKR L 2 H^imi l&ft^Bfe*. 

tt7Kt?n^«fe*m, fj7A u mm^^&m^-th ztKx*), 
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4 2 g£#£o 

MS (APC I) m/z : 2 0 0 [M+H] + Q 
(3) -hffi (2) X%hfrM\L^l . 4 1 g^v^^l 4 OmLWL 

T^Sff-fr) i/ 9 W\*r*jr> -ttafi%8. 4 5g$:7 ; E^777a 

MS (APC I) m/z : 1 8 6 [M+H] +o 
9 0 

(1) 60 %ft&1fckitft:+ hV-)A33. 6g^Tf7tKD77>6 0 0mL 
1 0 l^iPTO. 5 B# WHISHT 

;Vf*bF7 5. 0 0 g(/)Tf7HFn77>100mL^iTU 1 B^Wi**!*-*- 
*«, P0<t*PT\ M^KzKtM 0 OOmLiftf, i£m^^-e$imi-&6 *H 

> T'JU&iSfcii^ U 3 - (t? 'j v V - 4 — f ;V) T * U 
7 7.5 3 g£#& 0 

MS (APCI) m/z : 178 [M+H] + 0 

(2) _Lf2 (1) ■C»e>*t*-fk^2 8.0 0 gB^2 8 0mLK»iU 
ftfi&l. 8 0 g&JHlx., 7lc##ffl^T> ^ffiT?2 4I^fflIft^o 7fi&®*m 
*U i**«Ei«t4o ||f)*i«|y^^t>2 0 OmLfcjMfrU 4 
j&^H'TbfcSt - v ^ "+ > 2 0 0mL*Jnx.fc8U iI^tETS*t4o #<b 

•f&o yM77 J ne^x-f;K«, *a»U 3- (^U S^- 4 

MS (APCI) m/z : 186 [M+H] + e 
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9 1 

£*!t*U M^MJEET^i-^o ^fr&?]|^£v**-9->2 0 0mLi:iH 
U 4m^m^7K*-> ? ^^-9->4 0 OmL^Jn^^ ^£MJET@*1-& 

- >w i^m^f-^ • m.mm. 6 1 . 8 o g 0 

MS (APC I) m/z : 1 7 2 [M+H] + o 
##M 9 2 

( 1 ) 3 - (t: ^ U *?> - 4 - -f ;v) :/n e^- • jftSbtt 9 0 
•e#<btL^»^%) 7 0. 8 3 g^y-;W0 0mLt:?#IU 2-3- K 
rn/r/3 8. 2 mL^iOT* V * A 1 3 2 . 3g£3J0;i. 6 flf P^MijtBit 

0 m L U #.33 X ZFmn&m.fcTM$M&1k, h V *J A U 

^^MJET^*-T £ o # <b fr&H^ NHv'J* ¥)Vij j&tu-vYlfyy 4 

- iM^m: n-An>/Wxf^=2 0/l-9/l) ttlll, 3 

- (1 -4 yyntf;nf^'; v>-4--OV) 7°n fc?* >gjtx?-;u 5 7 . 13g 

MS (A PCI) m/z : 228 [M+H] + c 

(2) ±|B (1) X'&t>*l&fo&®5 7. 12g^^i^t> 1 2 0 0mLi:i 
»U 2&®&BK6 0 OmLfcinx.. 3 BSWirafftSltsK't &o RJfcift&SfcJEaMi L 

^v/o^x-f^ (l : l) 5 0 0mU:liino *ftU»*illRU S> 
^y^nt'ji/x-r^tt^ 3- {\ -4 y^u\£)V\£^) Vy- 

4-4 )V) 7u kf ^ • 5 5 . 3 6 gWo 

MS (APC I) m/z : 2 0 0 [M+H] + c 
###0 9 3-94 

#j£iicm^&###0 9 2 (i) xrf (2) fcn«IJw«yffii**£fc^J:0, 
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CH 3 

H 3 cr"N'"N O 


#%#!!#^ 


-Y-COO-R' 




9 3 


(1) 


-CH 2 COOC 2 H 5 


MS(APCI)214[M+H]+ 


(2) 


-CH 2 COOH 


MS(APCI)200[M+H}+ 


9 4 


(1) 


-COOC 2 H 5 


MS(APCI)186[M+H]+ 


(2) 


-COOH 


MS{APCI)172[M+H]+ 



[0 119] 

#%ffl 9 5 

(1) ##$!9 lxmh*LZ>ik<&m5. OOg, v> • mm^3 

. 6 2 g, &&Tf Y Vjl?-)VT< > 1 0. lmL^ + yl/>13 0mLi:|ill 

, 2 0B#F^»a^Li-^>o a£i££7k^^ ^tJ^M^i-^o i§?£«J±T2t 

: ^nn,t;u/Sixfji/=4/i) CtlgL, [1 
- (fc? i ;>^-4--f ;v) e^u^>'-4-'i';v] i^^^^4. i5g^#§ 

o 

MS (APCI) m/z 12 4 9 [M+H] +<> 
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(2) ±ffi (1) X-nhtL&it^m A . 1 5 g^v^^r^>2 0 OmLCiiL 

, i&gmtti om i &jnx.^ 4mmmmMm.-r&o BLB%.*mi±Tmm^ # 
>-4--y;u] • 3 . 9 0 g m o 

MS (AP C I) m/z : 2 2 1 [M + H] + Q 
##^fl 9 6 

(1) ^v^nf >§xf;n. 5 7g, ^ntf^VT^-rii Kl. 0 g, 1 
0%r?7V ? ^AR^5 0 0mgW?;-^2 0 m L*S^ifc£*3fc£ffi*CT\ ^ 

(1. 8 1g, JR^7 7%) ^iM H B B tLtt#^o 
BfcjS 1 1 4 - 1 1 7 "C 

(2) ±15 (1) TtftbMtt&mi. 7 9 g. OmL<7>}I^$£2B# 

^"b^'fbLr 1 -7°o tf;i/n°^i; y>-4-j])v^ym*B.M. (1. lig, 
^7 0%) £&tfef$ B B H £ LTt#& 0 
KJS2 2 2-2 2 41C 
9 7 

4-[[2- (^f;l/7 5/ ) xf;v]75/]^>X7;l/ftF3 0 0mgW 
»fV^4ml«^nnf|2-^ h^yxf;i/2 3 4//L£iD;i. 
7K<tT ti° U v > 2 5 2 ^ L U 5 0 2 B PiSm#-f & o Kfc%L* ? n n * 
;UA 5 mLX^mk, $kffiRWl7mi- Aykmm 1 0 mL^iitim 

(?nn*;WA/y *y-;v = 100:0-90:10) TfflMi-^.itu 
£«9. N-[2- (v^^-^T^y) o.^;i/]-N- (4-*JK^7x^;V) 7} 
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>m.2-J h^yxfjl/ (2 9 Omg, 1R^6 3%) & 7 * fl" 7 r * B# 
t L«o 

MS (A PC I) m/ z ; 2 9 4 [M+H]+ 0 
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